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1 

Hfcl] 




rat. R 1 , r 2 , r 3 , r<, Rtfn*i4*n-fnaitc* 

Jl'a+^SSil/, X tt-MH-CO- XB-CO-NH- £tkL, 
R 6 fi*§jt. C,-.7J14J«. *SSS, AP^>gf, X 

[t*#B 2 ] ft#£fcKlM 5 Wf^« 1 cc 
«©ftJ8#l-ffl8l. 
HMtfl 3] ±BEMb^ft*^m«fe:«ft!R«l3*itev» 

arena*** i \zmm<r>&mm. 

[0 0 0 1] 
[0 0 0 2] 

#5&)f©L;b, ^©$&3?©&j£#ft£gJJ 
•5. 

[0 0 0 3] K*$>ACD|gtt:fW«#n!*-5l'? : /'r 

7*- (Vfy-fHut^-) \z&$LTU?;>i> 
wmttm*m?fc&mu. -mnzv^j* f turns 
nri>8. £fc> wv-f kb, «*W8ifWfl, &££ 
jam ±j»ffffla£«*<ofpffl**UT*D, 
ft»(c^ t TES/i^b tm®\z&%umm£%?tLT 

H&ZtifiXlbnXKZ. tf^S^A^K^©^ 

i-fflv>e.ft*;:ia**s. uj>u %%\zv=f- j nz 



(2) #R!¥8- 3 0 1 7 6 0 

[0 0 0 4] ±E©BWTffifflSn*Zlt30«** 
|/?y-f KB. HRfcJfe*feW»*iV»51Mte#LT 

(fift®«) stirusK BMtranwjff^ 
ffl (ftj»*ftw±^ffl) swci^/^- Hmwa^fl) 

fc±$Hf1UflS»BT5#£*«*D, «l»*fld»jh©B 
WT ©lffl!Ctt^< ©MIBtft*r>fc. 
J0 [0 0 0 5] ]/^-fFftsffl««i-*fl:*»tL 
T, f»gra61-22047^«, 4ffi«61-764«H»*M|ICE 

6-263702^2^ BfcWIftfF&BilSg 61702O-A1. Rtf PCI 
HIK&MWO 93/6086^fcB, l"3V-f F^*«f *K 
>J 5?>*;l/#>H»*)5«Hj3SSnTViS. !|#PB¥6-2637 
(Bt^Srflfcflfcff&flMS 617020-AlfciB;RSnft bf 

©Wfflttt>»6iaTV»**« (^H¥7-17854 ^&$g) > 

±&miirn(Dvmy>>\z*,z.tit> o&mfrtf&is&im 

[0 0 0 6] PCT HfSiiKWO 93/6086^ ICBSS 3 tl&tf 
Ultfltt. 5, 5. 8,8- fb Wlr* 6, 7, 8- x h 5 

t Kn^-7^;m*-5HB3-7^v>^7x-;pais 
30 #fSW©BWB, &n 

fc*56W©»f©B«lB, ffiftfcifc«&fcl»ihtt;8£# 
U KaiJH£fci^D£#M&BJfft8©fc 

[000 7] 

[R)i&*Rfe-rsfc©ffl#IM *«W#B±E©SR84 
^0 «Hfcft< 18*15* ^y-f>««fflflftt* 

±%&izwammmmL < wtsn-r v» * z: t*uaj 

[000 8] ftefo^SSWHU HESC : 
» [ft 2] 
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3 




(ic«K v. v, r 3 , r\ RtfR'iwn-enaac* 

^a+v'Sfc^U X B-NH-CO- XB-CO-NH- £tfU 

r 6 btk*. Ci-«7^;va. r\ay>m^ x 

[0 0 0 9] KS*S!W<Off*L^!8»K<fcn«. ftlff 
#J ; SIX. RBrWRtf/Xtt^#MliBfil»*tt*J««ia 

[ooio] *«w®ft»*ffi*MK£$n*±fHb£tt 

lt*V»T, R 1 . R 2 , R 3 , R 4 , &.WB. ^tvettfflft 

Ci-e7JP3*->*ftjRr. C-e7;Mr;HlibT»4. fit 

JlftMtCB. jt^g, X3^S, n-T'DtfJl/S. -TV 
ynfcfjPS. n-T^g, sec-T^Vg, tert- 
a, n-"*>?;V£, •fV'^WH, ^'O^g. 
XBo-^+i/JVgfciiSfllv^cij&J-cts. cne>© 
5*5«f3:L<B, x^;ug. -fy^nC^S, SfcBte 
rt- ^JVS&ffl^SJli:*tT€ra. C,- 6 7Jl/ri*vg 

Tfc«fc<. JcDJtftWltB. ^h^g. Ih^->S. 

c-^r-^g. tert- 7* h *~>gfc if ^ -5 ^ i #»T 

[0 0 11] C©<fc5&ft-&ift©5-6» 0l?LB, ±ER l 
. R 2 , R J , R 4 , &tnt*#&Btfn«M*Xtt?ra©2 

5. 0JAB, R 2 £R\ SfcttlPirj&tfcfetCTjW'/WI 
■pft-SftfiWJfSbV*. C©£3&ffr&<8l©5*>> 7 
JW^HSfltx^/m, -fV^ntTJUS, ifefcB tert-7 
7-)l>&r$> 0 Jf £ b < , R* RtfR 3 *t t E 
X^JVS-PfeSfll^ift, R J 2fetfR 4 terl- 

[0 0 12] R 6 B#JftK?. C.-e7;i**3S. *&g> 

Apy>BT. x«c- 8 7;io c,- 6 7;v 

*;ig. Any>M^. 3mc,-o7JK3y*g.hLTB 
±E©fc©£fflV>S R*B> tfUS?>8S© 



(3) #^8-3 0 1 7 6 0 

4 

2-ffi, 5-& XB6-&©ttS©<4«{cH«T'5 £ £j)*V 
#*. eft £>©?£, R 5 *t**B^T?afe^^#JW* 

[0 0 13] ±D *?§l«©fee^fflffl 
©$#£LTB, 6-(3,4- yxg=-;U7xx;i/AJW^ 
;W r3f>8 ; 6- (3, 4- yX5H!/7x-jk&JM^-ir 
5 F) Z3r>I ; 6-(3,5- 5? -t-7>;i/7xx;i>#JU 
/*E-fJW xn^>»;XB6-(3.5- i> -t-^f*7i 
xjP*^#+-y-5 F) X3^>&££©ft£Wff$L 

fflfflcu. ±eofl:^««!>ia»6VJtt2«a±*tt* 
>txt7Affi, w«7s> 4 4afSffl^srt#r# 

[0 0 14] *»W©*J»^ffl«te*»t*±Efc 4 &«l© 

ttttt, situate** o.oo5~5.o mm%. sfsl 
<b 0.05 ~i.o mm%-e$>z>. a*. HRttfctt, ± 

Efc£4»©E**W). 005 a*X*H-CB3»«tt+»Tr 

av»*^)fi«*0» 5.0 s»%-&a^T«-&LTfe 

E-&fi*«asSE±E©«HSi4Bi-ra C t BUS L < fc 

[0 0 15] ±Efc£tt®-«B&»©fc£»T?*D. 
50 #M¥6-263702^^«RtffiWNlt$fF^BBS 617 

ftSV>B-5-n6(canAT» aSE»H¥7-17854 
RlflfCT aSR^BSWO 93/608&9a£©fiJff<&fcE«an 

[0 0 16] *xnoft»^»ictt. ±E©<ti?r!fe© 

#75tfX 7 7f>75 ; X>i75?i/U5 1 r ! ^©tf^S 
>B 2 «; tf'J r i *>->^BE^ fcTU F+-»^^^y 
X-h^©tf^3>B6«;L-7X3JPtf>K. L-7X3 
;Hf >Kv/t;p 3 ? >Kx x l-7 x n ;nf > «-2 
- 0ll^-h'J^A^©bf^3>C«;A>b7 i >K*;V 
->^A, D-/X> hx-JV7;Vn-Jk ;t>h5 1 ^x5 1 

rt>Y7->W& ; x;i/rf^j^>7xD-;v. n^jPv 

50 73 F. X3^>&^>5^*©-3? >&jg ; 
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(4) 

5 

[0017] a-M7iD-;k i!lh37in- 
jk -u^ym. DL-or- hn7xu-;k DL- 

^>^«b'^5>S; 7? = X A'JX 

^yn^fy>. -tux xix;t-x 
5*>K&tf-e©«. iMk7S>KRtf-e©iu y-7 
X 7<lk£-X XX7YX XX^X y^^X 
7xx;k7?xX ^a-XX t^f-^X h'J7h7 
7>. 7*OUX N-/\'Jk3 I — f L- 7XA*5*>$v 

x^jk N-t omnium 'm 3 >k^- h y +>l» io 

©N-7 ->m&7 3 / Btt, **WMMW7IO XV h 

yx*y-yi<73X 79CH;k*?yv-j3-77X> 

:fbU>7A<M>75'JW'tt73yWt. tfn'JHXfr* 
#>S6R^-?-cr)JS, P0E(40) gfbfcVv'Jfl^y fc!n£OI/ 
? 5 J -f yxf7 'J >S-/IXfJK N-iTv-tfiflB 
SSK -L-7^x>x?^XX5 L ;P-DL-tfDy Y->f))V 

[0018] 73K^Kfa. a-am. tr-^-ym * 

-fVXx7'j;k -f VXT-7'JJI/7JV=l-;k HJ -2- 

x?jv-\*i}->K^y-fey>^©}tt4> ; 9W)>. y 
;Hfh— ;k #yx^V>yya-jk i,3-tW>:7 
yn-;k 3 h7^D>K. n>HP-t'5 1 > 

T+xf? >SEK:J- h y ^<DUmm ; x y y 

•fUKihsy ; xf7U«it h y 7a. -fe^juftK^x 

yx 4 yxT-7y>»#yx^u>^ya-;k 7? 
*>K^y-ty;k ^u-feu>s?-fyx^7u-K ^ 

U >»K*©JMSiSttJW ; ifWJ'O, 7>JW^ 

[0019] ^y^'J5 ; >Ksl#^. j^U9 l ;n/y> 
mwmfr. n-v?M»mmi& hy Kflsa 

X x*/ ->;?$ai«i^©Si6SJ ; ;t?A*?. 

X >ox j/^!?7^. ir>7'J. ;x-y. -fc-J?. 

t7. x>XX 7DI, -tf-7^, 7-f'JX. 7H 

7, A?-7, xy. U-77X 

y- =>=*»©»ffl»;o-^M?y-. 

3|/XfD-;«i# ( «l1-Jfe}Sffl«jSS©IKSjS] ; y- 

;Hr;i/D-x. #;fc#*->t FD*->7nb!JH*;i<n- 
XSfwiS&S'J ; *W ; * ; 7)Vn-)V ; f^Hin 
*-t;X ^rA't##fia ; Xtt, #Uif 
UX ^-'fP>»©«HIB»*** i 8Wt*i;TaSBE^ 

[0 0 2 0] *l6^©ft®^.fflSi|IC«. ftjR&a©TB 50 



#SW8-3 0 17 60 

6 

E«©*»<S»fcUTtt. M*tt, XrD^ H^ft 

g\ik A7^h*^^&»-fy7ntr;k -y-ryyo 

fcf;^-fAKxXr;k n?^ h*Xj--ffc!£®x3\)k\ 
*-X>k -^7)t b*v"M"j£K€y -2-X^A^-y- 

»*^*KiRiSB ; 7?;k* h+V'^M ;M*x 4- 
tert- 7>;W -SMX/-f.lk**>^© 

2-x?yk\*-y-y-f ji-y-ny* h*-x<xy7xy 

X 2,2'- FD+-> -4-* K + >"^>y7xy 
X 2,2'- vtKD+X-4,4'- ^^h^->A>yy 
xyX -4-^h^>V7i;>. 2- 

t Fn*-> -4-y \-*i"OV7x/> -5-x;k*>K 
i- h.'J 7AI?©^>y7xy >5RK^»KJB8B ; 

[0021] *;ph75y^.t#Ky?Jk /i^-yy? 1 
;k7sy*j&S8 A7-yy^k7 
s y«jft*K^^^A«©«jiiffn!iK5i-«scaii ; y 
y-feyjkt573y^>yx-h, 73;p-n9-'7y 
?;k75y^>yx-h. x^-4- tfxtHn^v- 
7a t:;k7 3 y "<x7x- h^©^>yx- 

; 2-X3Mk\*->n- -2->7y-3,3 ' - 5?7xx 

K -2-x-7ju / \+-xk -y-y^K^y^k ^7-f 
7XW-X 9a*x>K^©^-©flfi©K^SiR«fflSt* 

[0 0 2 2] *£9!©£jJM.fflait2. H>tBg|tl' iSJ'e 
Ju»fc^5riiJS©tt>, fc^*, o^©^^ro 

sjs^bsteih-rsf^fflswuxv^. tot, 

*^^©^tt^-ffl^j©«ijjgtt!i$(3(g)£$n 
^ ?y-A$££©»©££i;:tt. mm&m-ct 

[0 0 2 3] 

a) fc$®K»m 

Wi : 6-(3,4- ^x?;k7xx;v*;p/tt-f;i/) -n 
iSBiEK 8.1 m) StftfiK (d=1.42) 5.16 al © ( ^-&ffiS 
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7 

1,2- $?X^JWOtf> 9.96 g (74.3 mmol) 'JMCO'C 

DfSSL («±5/U->7, BW-820MH, 500 g ; mwm 
n- A^-b*>/ffift>(5 1 ^>=19/l)> 3,4-yXf;|/Zh 
n^>t!> 7.8 g£#& OK* : 58.6X)o ±E3,4-^X 
T)V~Yu<yM> 6 g (36 mmol)&tf 5% Pd/c 0.6 g 

ex^y-;p ioo mi ^tun*. m »et?»*hbc . 

7S/^>i?> 4.89g (JR*:9L2*). 
[0 0 2 4] «7K^>1>> 500 ml Rtf^tXA^P? 

-f H 77 mi^ic3-^ h+^;i/^x;vtru>?>-2- 
4.62 g (25 mmol) fcjflx, MiTFT? 6 

$-&fco mK««£u. a*fc«*^>-e> 100 mi s 

**T?*r:;HfD7-f PSftJJMMB (3FD Lfc, a 
tSlCil*^>i?> 385 ml fetoATSWU £®WKfc 
3,4- ^X^jP7^y^>if> 4.5 g (25 mBoOfcftJS 
KU5*> 19.2 Blfttfft*^>if> 385 ml CSWl/T , 

feo 1925 b1 2 N HCl 77 ml £ 

JpATJ:<lH*U »»X?M.2 VyYA^zmm 

vtco mmm%m*±m& i.2u? h^as»Lfc«, 

U~>7, BW-820MH, 500 g ; ®IB$« »»I^/n- 
A.^1^>= 1/3), ffl£f£fe 7.57 g £#fco 
Jft«tn-^**>/»»X^l*6HJSHbr. 6-(3,4 
- yx^*7x-^*JlrA=E>fJW -3f>|^fjP . 
6.35 g &»fc 0R*:81.4». 

[0025] 6- (3, 4- ^xf^7xr»;w^-f;W X 

3y>«jWP 6g (19.2 mmol) &^/-;i/ lUyh 
;HC«*U 2 N NaOH 200 ml £iJtl*TgfiT12l$fBE 
Jfc^itfco 0.5 N HCl 1.2U y b)V^\Zi]\^ 

IWX^P 1.2V y hA"C3BMdlbfc. #!8JI£$Sl 

* 6 S« • 1/ T6- (3,4- ylfi!/7x x;V * jt/t^-f 
;W xn^>^ 2.9 g£#fc (iR* : 50. 7%) 0 
$g£§f«&, mp 174-176^: 

'HNMR (400 MHz, DMSO-de, 30*0) <5 : 10.57(s,lH), 
9.16(d,lB,J=2Hz), 8.50(dd,lH,J=2Hz,8Hz), 8.25(d,J= 
8Hz), 7.71(d,lK, J=2Hz), 7. 67(dd,lH, J=2Hz, 8Hz), 7. 
14(d,J=8Hz), 2.61(m,4H), 1.19(t,3HJ=7.5Hz), 1.16 
(t,3H, J=7.5Hz) 

7C*#*T (CvHu&Os): Sftfl C 68.44 ; H6.08 ; 
N 9.39 ; mmm C 68.70 ; H 6.11 ; N 9.41 
[0 0 2 6] #J2 : 6-(3,4-yXfJV7x-M;^* 

D-5P) 



) #^8 -3 0 1 7 6 0 

8 

mt7)V^r.0A (A1CU) 11.4 g (62.2 mmol) COXh 
n^^>«« (60 rnDiC, mt7tt)l 6.44 g (82.0 
mmol) Rtf 1,2- v>X?;i/^>i£> 9.50 g (70.8 mmo 
1) <D~bU*?>®m (60 mDSrOrTlKfKAHtT 
STFfi^Lfc. ElfiaESaat?2«fBUl#U 150 
ml K&Abfc. ^©ig^lClPKx^MSO ml £Jw 
A, -fe5-f hTSSgU rtSSftRx^l* (100 ml) T 

amufe. »»x^jigft»T, *, 

*, mn&m* » ioo ii)T?«5Wife#L&a, kik^- 

p 95^/1.2 nunRg)UT3 f 4-^X^;V7-feh7x/> 12. 
0 g tftfc OK* : 960. 

[0 0 2 7] 3, 4-i?X?)l7t f*7x/> 11.0 g (62 
mmol) (160 ml) f&mz 5 X NbOCItKB* 

(275 ml) RZS 25 % NaQEftttK (33 ■OcOtStt&MTF 

t** lUyhA'fcttAu NaHsoa ftjnA&a, mmm 

T? PH 3 fcillfe. £<Z>M£$> £6^X3^1/(750 ml, 
500 mDTatUbfco S»x?jHBS*, £&fn&ffi* 
? (# 500 hI)TJ»*U mthWkV$L$kLT®m 
Z^Ltco »&nfcffl^iS8« 11.0 g £n-A*1*-> 1 
20 ml *^SJSSLT3,4-^X5 1 ;^a#K 10.2 g S 
(JR* : 92». 

[0 0 2 8] 3,4-vX?;l^cIS8 6.5 g(36.5 m\)<D 
«7K^>ir'X200 ml)®S8(C^X^^D5-f H 28 ml 

*^>if> 50 ill? 2EllJjkUT»ttbfc. ffiftlctt« 
THF 25 ml^JPA.Tg®U, 6- 7^/xn 

f^fiUXf^ 5.55 g(36.5 mD&tfNUX^ 
) 7^ > 4.61 g(4.56 mmolXOiisyg TRF^«(300 aDfCS 

JS&£igJ8U SRx^KlSO nl)*J;i;*(l00 al)* 
$Utt 0 *H^^X ; f;UTfflffib(50 mlX2), K^X 
fiSfn&jSfcK (ft 100 ml)T^#L. ttffit- 

*7A^OTh^77^-TiSU (BW-820MH, 300 g 
fi^5Fl/>/»SX^=15/l), 9.0 g 
o6-(3 f 4- >?xf ji.7ir:;WjWW^ K) -n^ 

> [0 0 2 9] Jl©iB^*ft^^y-JK650 Bl)fc«* 

«*IK(20 ml) £J0?LT55 < CT 2. 5fifMR*Sl? 

JS/S^^S*Bb, fi&ft]fiW*(400 il)*<t«»&^ 
^1^X200 Bl)*Jp^ ****fc^?^>7?*fflbfc 
(150 ml, 100 ml), M:*? l'>|g£*Tife#U ttt 

M7A^nT^77^-ttSL (BW-820MH, 250 

g ;M&BI§!K ^>-tf>/7irh>=30/i)b, 5.5 go 

rtiSSbT, 6-(3,4- ^X^7x-MM4-!t$ 

> H) -nr>m**M.7 g*mrc (jr* mix). 
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#PRZ8- 3 0 1 7 6 0 



9 



10 



[0 0 3 0] 6-(3,4- ^X?JP7x-^*;k#**3 
H) nn^>B6^^ 4.7 g(15 mmol) £^/->>K9 
00 Bl)fc*#U 2 N NaOH 170 ml £Jll;tTSST12» 
R8J£jfe£l*fc 0 EJ6*S 0.5 N HCK1270 ml) *fcfln 
A, »*X^*tf»fflLft: (6 UyF*. 2 Uyh 
*) . #fflH£S&fnftifi# (2 U^h*) TSt^U^c 

PD*M/X^/-M/l (720 ml) »6Hill 
T, 6-(3,4- i?Xf^7i^**#**S F) xn^ 1 
>$2.4 g«»fc OK*: 541). JO 
ft&fiflttfi, niP 294-295<C 

■HNNR (400 MHz, DMSO-ds, 30t) (5 : 11.02<s,lfl), 

8.88(ni, 1H), 8.32(br d, 1H, J=8Hz), 8. 30(dd, 1H, J=2Hz, 
8.8Hz), 7.88(d,lH, J=2Hz), 7.82(dd,lH, J=2Hz,8Hz), 

7.30(d,lH, J=8Hz), 2. 69(q,4H, J=7. 5Hz), 1.23(t,3H,J= 

7.5Hz), 1.19(t,3H, J=7.5 Hz)z 

TtMfttir (CtTHiaN^O*): SIM C 68.44 ; H 6.08 ; 
N 9.39 ; mmfi C 68.25 ; H 6.08 ; N 9.10 
[0 0 3 1] ff 3 : 6-(3,5-£Mert-:/^7xXM> 

;u#=MJ-s K) xn^>s a? 

3,5-^-tert-^;USfi#K(l,800 mgh ^XJl/^D 
5KR3 ml), (20nl)Ojg^«6 6 

wwaatbfc. «f*at«*jc!)^x;n^D7-f fzm 

H»SLfc. SS£&*^>-t?> (15 b1)KM*U 6- 
7$/X3^>K^^;K500 ng), hUX^;iT^>(3 
ml), £*^>e> (10 al)<DH£»Sjto*.TSfiT?- 

fc. ««IB£*Tft#U «Ht*htf*ATtt*U ft 
K^^SLfe. 3£^>U*y;kfc?A?aTh^7 
><-TfstS?LT 6-(3,5-^-tert-7^7xx;V*JU* 50 

(770 Bg)*ft&. £©ig-&«>£;**y~Jl/ (30 ml) ICS 
«U (1 ml) ftlDAT3RHI«3B*L&. i§tK£ 

»*U aSEfcJttt^l^Rtf 1 NMMcftfllAfc. 

TfSKLT 6- (3, 5-y-tert-^^7xx;p*;v^if 

^ P) X3^>R^^ft#fc. 
[0 0 3 2] 6-(3,5-y-tert-^?JP7xXJP*;W#* 
if^ H) xn^>K^?JK93 mg)£;**y-;i/ (10 m 40 
(2) jMftJBMOttM 

6-(3,4- vX^7xXJ^;i/A^;W X3?>® 
-4-^h*v^>v/7xy> 

l,3-^U>^Urj-;p 
x*y-;i/ 

# U ^^X? 1 1/ > (60) wt t T vjft 



l)fcin»WB»Ufc. 2 N NaOH (2 ml) ft Jo A. 

mm ®«&®*tfc 0 »*t*ax5F;nttf*4 

»SX^;^6HttSLT, 6-(3,5- v-tert-7^7 

*fe^UXAft, mp> 300<C 
! H NMR (400 MHz, DMSO-de, 3013) 6 : 11.27(s,lH), 
8.89(d,lH,J=2.2Hz), 8.34(d, 1H, J=8.4Hz), 8.31(dd,l 
H,I=2Hz, 8.5 Hz), 7.87(d,lH, J=1.5Hz), 7.63(brt,l 

H) , 1.34(s,18H) 

TtmttVr (fctfoafofo): EHfil C 71.16 ; H 7.39 ; 
N 7.90 ; m&M C 71.19 ; H 7.66 ; N 7.88 
[0 0 3 3] #J4 : 6-(3.5-^-tert-^;i/7xXJP* 

)vn*<i)V) xn^>$ 

5-y h*S/A;^x;nfU>?>-2- *^>B6(i4 g)£ 
^>if>(120 al)fc»»U ^x;U^n^>r K(85 m 

I) *tt;LT4l»IHKL&. *«*«*L, JMECft 
Zk^>-e>SJD*T? 1 *x;l/3rD7-f P£®£LTK£ 
DU ±E©8^DU FO^>if>»« (170 
ml) * 3, 5-S>- 1 er \-7?)V7 X U > (14. 9g) £>trUv> 
(62 ml)-^>if>(100 ml)SP»ctC20 , CTJSTb, 3 RUB 
EfSSfrofc. (120 al)t*W\ IN HC1 
(57 ml)£iJ0*TSI«X^M60 bI)T? 2 ©Wffi W 
$Jg£0.5 N HC1 (150 ml), (150 mlx2 

H) TJi*ifc»U «#ffi&^*^ATM*U&. 
ftttj^(850 Bg)-Cfflai/T»«€B*L, 26.8 g CDSiS 

LT 22.5 g ©XXt;I#S»*;. 
[0 0 3 4] ±&<DXXT)l#i* (280 ml) 
fcBSUT20t:«TT 2 N NaOH (125 bDSSJdU S 
»Tf6»»lK«:Stt3t. 2QX;&TT 1.5 N HC1 (150 a 

I) «T/iib^«ga$SKx^;i/ 1.5Uy HI/? 
jftfflbfco ftm l»x?jp*94U. «iS&»»x 
^;p-x*y-;^6SJSBl/T, 6-(3,5-^-tert-y 
f*7ix***rtHW xn^ >K 14.7 g 

B.p. 288-289. SC 
[00 3 5] 



0.05 

0.1 

0.01 

4.0 

4.0 

8.0 

0.5 
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(7) 



0 1 7 6 0 



11 

*X>6£ 

#» 
mm* 

[0 0 3 6] m»*fc&-t]*n*5/ 
7x/> -5-*;V*>R±HJ*A* ^x>®, £x> 

n?>K, x^/-jnc#U^->x?i/>(60>«fl:t*i^ 

Z!7V7> 

v;ub^>^/;^?>^xxx;v 

6-(3,4- ^i»7x-J^jMW$F) rzn^>i 

#Ux?l/>^Uri-M500 

[0 0 3 8] 1rhXx7U;K7;un-;k X£7?>> 50 

x5 1 ix>(20)y^tf^> : E/yiji/^5 1 >Kxxx;k x 
x7U>K ; Ey^UirU h\ N-Xf7D'f;^5> 

6- (3, 4- ?xf*7irM*#t*5W xn 

6~(3,5- 3^tert-^*7xrjt**/W-f A) 
xn?>S6 

Xx7U>K 

# u ^X^ 1^ > (10) * / * v<i >KXX5MV 

l-7;p^x> 

PCA-Na 

t7JVD>KNa 



12 



0.2 
0.05 
0.1 
0.05 

[0 0 3 7] 



3.5 
40.0 
3.0 
5.0 
0.3 

2.0 
2.0 
0.5 
0.5 
1.0 
2.0 
0.05 
0. 03 
0.1 
5.0 
5.0 

[003 9] 



0.2 
0.1 
0.2 
1.5 
0.5 
2.0 
2.0 
0.3 
0.02 
0.05 
0.01 
5.0 
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\ 



(8) 



-30 1760 



13 

x*y-;u 
x?;w^^> 



24 



3.0 

3.0 

0.3 

0.03 

0.12 



>®Na, PCA-Na, t7;PD>®Na, !/n tfl/>^J 3- 

mmmhx io wz&^tz <*«) . 

0J4 : 7*- A*?X# 

MS, 5- v-tert~^?.^7xx;i/^;^+it^ F)- 
xn?>gg 

4-tert- 7'*JM-*Y*is-*J^>*/<i)V*9> 
Xx7U>K 

g EJUfcSft / Xf7 U U ir U > 
*yx3Pl/>^U3-MB00 

*3W*7^> 

[0 0 4 2] »«*fcifU-fcU>, l,3-^l/>ifUa 50^S«bTiDA, JS-fcfi£T««fca«L&. Ill: 

-;k #ux^k>yun-M5oo, ^^/^^x mikxtoisz. y^^ux-^ssttatUTiuA, 
»cswb5ffl^fx, v^^;i/x~x;^^<teo^^*D^ [0043] 

6-(3,4- v?X^7xXJl/*;l/;t^E-f;W 0.1 

7 5> ^ T)V7 ^ / ^ 4. 0 

y^/M h+S^O'/f ;M^> 4.0 

RIh3 7za-A 0.5 

/^y^ni/^y-;]/ i.o 
xx7U^7;un-;v is.o 

^E^D^ 20.0 

0 z/X? V y (10) * / * V<i >BlXfJl/ 0. 25 

-fe U >^yxf7 U >Kxxf^ 0. 3 

7i:U> 32.0 

[0 0 4 4] ««*«: 70 (*«) , j E" 

o«©ric»*70rT»&«f*bfc GMR) o 

[0 0 4 5] (3) KMfl 50 



[0 04 1] 



0.02 
0.5 

1.0 

1.0 
1.5 
2.5 

1.5 

0.05 

5.0 

5.0 

3.0 

0.1 

0. 15 

n& 

6.0 
2.0 



^i^ft#uT*o, egf (ommrmm&Gmzti. 
j<i %tz*>\zmmfemwfft)tiz>. * 
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(9) 



8-30 17 6 0 



15 



J(5 



Sm«^M(HF52)*^«;LT#fc PDL12)ffl®&, 5* 
FBS-DMEM tfflL, itS 3.5 cm ©->+-W;:tt;ttt 
tt(47,200 iH/iryv'x) . 37t:T7l)tffiiSSft. 4 nM 
© EGF^-^t; 0.25* FBS-DMEM tCj?f}£jgffi©&&ft;-&«3 
X(iDMS0SjDA&«HfiJC^LT7B^«Sbfc. 3bt 

[0046] ssmsia 1 io- 6 mm<DV9/-( 

>&&&m j &Z>Z.t\Z£r ) , EGFtt#ttJSJfitt40~50 
* femZtlft. Cl©V3Vl'>lEfc:<fc5 EGFfe#ttif» 10 

-£©*££. 6-(3,4- i?if^7irM;w«-(« x 
35 L >SttlO" 6 MT? 30*. IO" 6 MT 20*. 6-(3,4- vX 
^JI/y-xXJkfcM^-y-S K) -n3->ffliW • HT7 2 
O*©^^^*^*:. 
[0 0 4 7] fJ2 rfl-ffltCckS^l-XY^XftlfSffl 

mzv-r/iymtttmLH. A7w?9xi: o.o 

5!t, 0. 025*. ROt o. 01*© -f >&7-fe r- 
SigtHlC*bfc6-(3,4- yl^J^iZJWMt-f 
JW -3^>^, 6- (3, 4-^13^7 xx;^;^*** 

KSD£fc(*) 



*5F) X3*>», 6-(3,5-^-tert-^JV7xn;i/* 
)krt ; EW;W xzi^>g. S-O.S-v-tert-y^^x 

H) -??>mo& 1* 7±h>m 
«, atf7-th>s*n*n 30 bub (5isi/ffl) 

[0 0 4 83 ^y-f^BOfflWWSKJiD. JOlttt? 
3.9 DH.X3.9 mlftnm&5M60»W fflSUmtSt«» 

-r * c tarn t>nx& 0 is?4^&& • *mmo 

B). £<Dtt#l^/^>K®flUBiJ:<#*UT^& 

(si) . m&mrmcit£mz^'?n'bu3 L ;i>m 
&.pM&mm. shot • mmm. » 

«2) . 
[0049] 
ttl] 



7"fer-> 89.7* 

0.01* 79.2* 

0.025* 73.4* 

0.05* U9V-f>» 33.6* 

1* 6-(3 > 4->?x5 1 JP7x-;v*;i/7\'^-i , ;W xri^>® 84.5* 

IX 6-(3,4">'If ^7xZ)^M+1J-3 H) X3?>g 83.7* 

IX 6-(3,5-x-tert-^Jl/7xx;^jI.nt-r;W X3^>& 78.3* 

IX 6-(3,5-^-tert-^J^xx;V*^Jp+1}-= H) X33=->» 76.9* 



[0 0 5 0] 



* * »2] 
(/tm) 



7-bh> 18mm 
0.01* bfy-OI 48wm 
IX 6-(3,4-^X^JI/Xx^;V*;W\-*-f )V) 22Mm 
IX b-iSA-isX-Z-fr? x.—M JltfttS. -af>K 21wm 
IX %-(3,5-is-tei\-zt=f-)\'7x.-j\>jj)Vn : H)V) X3^>& 32itm 
IX 6-(3,5-^-tert-^? 1 ;P7xx;i'*;V3l?+lJ-3 H) X3^>& 35/im 



[0051] wa : 51 ;wx&*K.mzm 

^©•5 (utricle) *»#ffiLTV»5. W7'f>tOfi 



50 



5 (PilAtf. Ashton, R.E. el al. J. Invest. Dermato 
I. 82, pp. 632-635, 1984 &£*) . «jW!-WRUfcfl;'& 

x©t^«ic^«sa©s»^!»igffift«ffl#o. i 
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18 



ml £ 1 B $>it D 1 ®$>Z>WZ 2 |b]©§!|-ST 1 MMlZ 5 B 
gK£lf **?)f)fflU 0.5X BM£ffl^T£&£jWo!>>e> 

3t^a«t^ii^ffl©a&->-hs^si,fco cc 

mvvmmoM'p (vsm so 



*3E*S£*a6;t. ^=&^3t^-r„ U9V-T>i!t4& 

[0 0 5 2] 
[*3] 





0.00001* 0.0001S 0.001* 


0.01* 


0. 1* 


IS 


v^j^ym. 11 59 15 








IS 


6- (3, 4- i;x^;i/7x-;u 












90 


87 


60 


1% 


6-(3,4- yX^7xrjl/ 












95 


89 


50 


IS 


6-(3,5- SMert-^JI^x-* 












80 


62 


40 


IS 


6r(3,5- v-tert-^?;i/7x-JI/ 












81 


58 


30 



[oo5 3] m -.mmm. 

T. fii6fii!|l^l,fc2ffl©ft;^t;03^iHttfcoViT£tT 

5M KCl#i§&TMBjfilL;fc5y Mtf25 g£pH 7©U> 
75 mlt*^v^-hL*:25 J^i^-h) * 

MFF*^*- Ff TWttsHtt 



[0 0 5 4] 
[»4] 



ft S 4» 



vmaatoQ m&am <x> 



6-(3,4- v>X^7xnjl^ 
6-(3,4- ^I^l^xXJI/ 



65 
55 



5.0 
3.0 



* t = 0 £ 100 %tTZ>. 
[0 0 5 5] W5 :££tti*g& 

30 BRUM**. 50 fC2*Ji«fip«© 
8#ft£ HPLC tZ^OJgftLfcig^. V^mwft^fc 
95XK±^#LT^S^<t*«^Snfc. (h]^ 

[0 0 5 6] 

[%^»^«] #fS9i©&)Sftffi$©jjfc#T;&.s±ffi5$; 




#^¥8-30 1760 



□ B-5(M) 
I e-7(M) 

■ **m 

■ e-9(M) 



H 




i • i • i i i 

80 100 120 140 160 



(5i)int.ci. 6 town ifftmm&n 

C 0 7 D 213/81 

***+*KIM57Tli5*5* #fc££ 



f i mwam 

C 0 7 D 213/81 
(72>^§I3# mt *- 

3)aa**KTat#F 5 - 9 -is 
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